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AB The title compds . I [R2 = NH2, OR4 or YR5 (wherein R4 - H, alkyl; Y = 

alkylene; R5 = H, halo, OH, alkoxy, etc.); n = 1-2; Rl = halo, haloalkyl, OH, 
oxo, NH2, alkylamino or dialkylamino] which possess antithrombotic and 
anticoagulant properties and are accordingly useful in methods of treatment of 
humans or animals, were prepared Thus, cyclization of 4 -acetylbenzoic acid 
with glyoxalic acid and with Me hydrazine followed by reacting the resulting 
4- { l-methyl-6-oxo-l, 6-dihydropyridazin-3-yl) benzoic acid with 5-chloro-2- 
(piperazin-l-ylsulfonyl) -lH-indole afforded I [Rl = 5-C1; R2 = Me].' The 
exemplified compds. I gave IC50 of < 10 ^iM against Factor Xa . The invention 
also relates to processes for the preparation of the compds. I, to 
pharmaceutical compns . containing them and to their use in the manufacture of 
medicaments for use in the production of an antithrombotic or anticoagulant 
effect . 

IT 860013-19-0P 860013-20-3P 860013-21-4P 
860013-22-5P 860013-23-6P 860013-24-7P 
860013-25-8P 860013-26-9P 860013-27-OP 



8 60013-28-1 P 8 60013-2 9-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of 6- { 4- [ 4- ( lH-indole-2-sulf onyl ) piperazine-1- 

carbonyl] phenyl }pyridazin-3-ones for treating a Factor Xa mediated 

disease or condition) 
RN 860013-19-0 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulf onyl ] -4- [ 4 - ( 1 , 6-dihydro-l- 
methyl-6-oxo-3-pyridazinyl) benzoyl] - (9CI) (CA INDEX NAME) 



RN 860013-20-3 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulfonyl] -4- [4- [1- [2- 

(dimethylamino) ethyl] -1, 6-dihydro-6-oxo-3-pyridazinyl] benzoyl ] - ( 9CI) (CA 
INDEX NAME) 
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Cl^^ 0 CH2 — CH2 — NMe2 



RN 860013-21-4 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulf onyl] -4- [4- [1, 6-dihydro-l- [2- 
(methylamino) ethyl] -6-oxo-3-pyridazinyl] benzoyl] - (9CI) (CA INDEX NAME) 

o ^ N _i_jr 
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H2 — CH2 — NHMe 



RN 8 60013-22-5 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulf onyl ] -4- [ 4- ( 1-ethyl-l , 6-dihydro- 
6-oxo-3-pyridazinyl) benzoyl]- (9CI) (CA INDEX NAME) 



RN 860013-23-6 CAPLUS 

CN Piperazine, 1- [ 4- ( 1-butyl-l , 6-dihydro-6-oxo-3-pyridazinyl ) benzoyl] -4- [ (5- 
chloro-lH-indol-2-yl) sulfonyl] - (9CI) (CA INDEX NAME) 



cl xxV:i-o 



RN 860013-24-7 CAPLUS 

CN Piperazine, 1- [ (5-chloro-lH-indol-2-yl) sulfonyl] -4- [4- [1, 6-dihydro-l- ( 2- 
hydroxyethyl) -6-oxo-3-pyridazinyl] benzoyl] - (9CI) (CA INDEX NAME) 



Cl^^ 0 CH2 — CH2 — OH 



RN 860013-25-8 CAPLUS 

CN Piperazine, 1- [ < 5-chloro-lH-indol-2-yl ) sulf onyl ] -4 - [ 4- [ 1 , 6-dihydro-6-oxo-l 
(2,2,2-trifluoroethyl)-3-pyridazinyl]benzoyl]- (9CI) . (CA INDEX NAME) 
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RN 860013-26-9 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulf onyl] -4- [4- [1, 6-dihydro-l- (2- 
methoxyethyl) -6-oxo-3-pyridazinyl] benzoyl] - (9CI) (CA INDEX NAME) 



0 



d" 0 CH2— CH2 — OMe 

RN 860013-27-0 CAPLUS 

CN Piperazine, 1- [ (5-chloro-lH-indol-2-yl) sulfonyl] -4- [4- [1, 6-dihydro-l- [2- (2 
methoxyethoxy) ethyl] -6-oxo-3-pyridazinyl] benzoyl]- (9CI) (CA INDEX NAME) 
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RN 8 60013-28-1 CAPLUS 

CN Piperazine, 1- [ (5-chloro-lH-indol-2-yl) sulf onyl] -4- [4- [ 1- ( f luoromethyl ) - 
1, 6-dihydro-6-oxo-3-pyridazinyl] benzoyl] - (9CI) (CA INDEX NAME) 
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CN Piperazine, 1- [ (5-chloro-lH-indol-2-yl) sulfonyl] -4- [4- [1- (dif luoromethyl ) 
1, 6-dihydro-6-oxo-3-pyridazinyl]benzoyl] - (9CI) (CA INDEX NAME) 




IT 249292-10-2 

RL: RCT (React ant); RACT (React ant or reagent) 

(preparation of 6-{ 4- [4- ( lH-indole-2-sulf onyl ) piperazine-1- 
carbonyl] phenyl }pyridazin-3-ones for treating a Factor Xa mediated 
disease or condition) 

RN 249292-10-2 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulfonyl] -4- [4- (1, 6-dihydro-6-oxo-3- 
pyridazinyl ) benzoyl ] - (9CI) (CA INDEX NAME) 
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AB RZC0Z1S02R1 [R = (un) substituted heteroaryl; Rl = (un) substituted 2-indolyl, - 
2-benzimidazolyl, -2-benzo [b] f uranyl, etc.; Z = (un) substituted 1 , 4 -phenylene; 
Zl = (un) substituted piperidine-4 , 1-diyl or -piperazine-1 , 4-diyl] were 
prepared Thus, 5-chlorobenzo [b] f uran-2-sulf onyl chloride was amidated by 
piperazine and the product amidated by 4- ( 4-pyridyl ) benzoic acid to give title 
compound I. Data for biol. activity of I were given. 

IT 249292-10-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic, preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 1-heteroarylsulf onyl-4-heteroarylbenzoylpiperazines and 
analogs as Factor Xa inhibitors) 
RN 249292-10-2 CAPLUS 

CN Piperazine, 1- [ ( 5-chloro-lH-indol-2-yl ) sulfonyl] -4- [4- (1, 6-dihydro-6-oxo-3- 
pyridazinyl)benzoyl] - (9CI) (CA INDEX NAME) 
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